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Tsujiyama, Shinichiro 

Meiji Seika Kaisha, Ltd., Japan 

PCT Int. Appl., 18 pp. 
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compd. represented by the following general formula R3N3 in the presence 

of a transition metal compd. Thus, 309 mg FeC13 was added to a soln. of 

1.84 g NaN3 in 37.5 mL DMF, treated with a soln. of 2.50 g Et 

4- (3, 4-dimethoxyphenyl) -4-oxo-2~butenoate (II) under oxygen atm. at 

5", warmed to room temp., stirred for 4 h, treated again with 2.50 

g II, stirred at room temp, for 4 h, poured into an ice-water mixt., 

treated with 636 mg NaN02, and acidified with 1 N aq. HC1 to pH 2 to 

give, 

after further workup, 68% Et 
5- (3, 4-dimethoxybenzoyl)-lH-l,2, 3-triazole-4- 

carboxylate (5.08 g) . 
IT 222633-74-1P, Ethyl 5- ( 3 , 4-dimethoxybenzoyl > -1H- 1 , 2 , 3-tnazole-4- 

carboxylate 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(process for producing 1, 2, 3-triazolecarboxylic acid esters by 
cycloaddn. reaction of acrylic acid esters with azide in presence of 
transition metal compound) 
RN 222633-74-1 CAPLUS 

CN lH-l,2,3-Triazole-4-carboxylic acid, 5- (3, 4-dimethoxybenzoyl) -, ethyl 
ester (9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 



CO2R 2 




AB Disclosed is a process for efficiently producing a compound represented 
by 

the general formula (I) (wherein Rl represents aryl, amino, alkyl, or 
alkoxy; R2 represents a group protecting the carboxylic acid; and R3 
represents an alkali metal, hydrogen, alkyl, aryl, alkylsulfonyl, 
arylsulfonyl, or trialkylsilyl ) which is characterized by reacting a 
compound represented by the following general formula R1COCH : CHC02R2 
with a 
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CAPLUS 
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139:95490 

Crystalline tricyclic triazolobenzazepine derivative 

Kitahara, Shin-Ichi; Furukawa, Hanae; Yamaguchi, 

Toshihiro; Miyamoto, Sachiko; Okada, Yumiko 

Meiji Seika Kaisha, Ltd., Japan 

PCT Int. Appl., 17 pp. 
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Patent 
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REFERENCE COUNT: 
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THERE ARE 7 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 



AB Crystalline 

2- ( l-isopropoxycarbonyloxy-2-methylpropyl ) -7, 8-dimethoxy-4 (5-H) , 10- 

dioxo-2H-l,2, 3-triazolo[4,5-c] (l)benzazepine (I) (X ray crystallog. data 
given) is claimed. I is an antiallergic agent. 
IT 222634-16-4 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of crystalline tricyclic triazolobenzazepine derivative 
as antiallergic 
agent) 

RN 222634-16-4 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 
5- (2-amino-4, 5-dimethoxybenzoyl) -2- [2- 

methyl-l-( { ( 1-methylethoxy) carbonyl] oxyl propyl ] -, ethyl ester (9CI) (CA 

INDEX NAME) 
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1999:233920 CAPLUS 
130:282073 

Preparation of tricyclic triazolobenzazepine 

derivatives as prodrugs for antiallergic agents 

Ohtauka, Yasuo; Nishizuka, Toshio; Shiokawa, Sohjiro; 

Tsutsumi, Seiji; Kawaguchi, Mami; Kitagawa, Hideo; 

Takata, Hiromi; Shiahikura, Takashi; Ishikura, 

Toyoaki; Fushihara, Kenichi; Okada, Yumiko; Miyamoto, 

Sachiko; shiobara, Maki 

Meiji Seika Kaisha, Ltd., Japan 

PCT Int. Appl., 143 pp. 

CODEN: PIXXD2 

Patent 

Japanese 

1 
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CN 2003-10104753 A3 19980929 



PATENT NO. 
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VN, 


YU, 


ZW 
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1998-14055 
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20030220 
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CN 
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CN 
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19980929 


NO 


2000001500 




A 




2000051B 
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HK 


2001-103502 




20010522 


US 


2002137739 




Al 




20020926 
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Al 
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A 19970929 
















JP 
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A 19980304 



WO 1998-JP4363 
US 2000-509494 
US 2002-73326 



W 19980929 
A3 20000329 
A3 20020213 



OTHER SOURCE IS) : 
GI 



MARPAT 130:262073 





AB Tricyclic triazolobenzazepine derivs. represented by general formula (I; 
Rl represent* hydrogen, OH, alkyl, or phenylalkyl; R2, R3, R4, and R5 

each 

represents hydrogen, halogeno, optionally protected hydroxyl, formyl, 
optionally substituted alkyl, alkenyl, alkoxy, etc.; Q represents a group 
selected among groups of OC02R33, 02CR34, 02CNR35R36, OP{ :0) (OR37 )OR38 , 
halogeno, or alkoxy; R33 and R34 each represent (un) substituted alkyl, 

Ph, 

or (un) saturated 5- to 7-membered ring heterocyclyl, etc.; and R35 and 

R36 

each represent hydrogen or (un) substituted alkyl or NR35R36 forms a 
(un) saturated 5- to 7-membered ring heterocyclyl) in the form of a 
prodrug. 

and Pharmacol, acceptable salts and solvates thereof are prepared These 
compds. have excellent bioavailability. Thus, 1.07 g Et 
5- (4, 5-dimethoxy-2-nitrobenzoyl) -1H-1, 2, 3-triazole-4-carboxylate 
(preparation 

given) and 53 mg p-MeC6H4S03H . H20 were suspended in CH2C12 and stirred 
with 330 mg isobutyraldehyde at room temperature for 25 min, followed by 
adding 

744 mg 1, 1 ' -carbonyldiimidazole in 5.0 mL CH2C12, and the resulting 
mixture 

was stirred at room temperature for 3 h and then refluxed with 920 mg 
iso-Pr 

ale. to give 34* Et 2- ( l-isopropoxycarbonyloxy-2-methylpropyl > -5- ( 4, 5- 
dimethoxy-2-nitrobenzoyl) -1H-1, 2, 3-triazole-4-carboxylate . The latter 
compound was hydrogenated over Pd(OH)2 in EtOAc at room temperature for 
15 h to 

give 99% Et 

5- (2-amino-4, 5-dimethoxybenzoyl) -2- ( l-isopropoxycarbonyloxy-2- 

methylpropyl) -1H-1, 2, 3-triazole-4-carboxylate which was heated in AcOH at 
100* for 2 h with stirring to give the title compound (II) in 62% 
yield. When II in 0.5% aqueous methylcellulose was administered p.o. to 

dogs 
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or rats, the area under the concn. time curve (AUC) value was 1.2±0.3 

Mmol. h/L for dogs and 1.4±0.1 mnol. h/L for rats, which was 

4-times higher in dog and 7-times higher in rats compared to that of its 

active form. A tablet and a fine powder formulation contg. II were 

described. 



170990- 


14- 


4P 


170990- 


15- 


5P 


186601' 


-84- 


■3P 


166601- 


B5- 


-4P 


222633- 


■74- 


IP 


222633 


-75- 


■2P 


222633- 


76-3P 


222633- 


■77-4P 


222633-78-5P 


222633- 


79- 


6P 


222633- 


-80- 


9P 


222633 


-61- 


•OP 


222633- 


82- 


■IP 


222633- 


-83- 


2P 


222633- 


-84- 


3P 


222633- 


85- 


■4P 


222633- 


-86- 


5P 


222633- 


-87- 


6P 


222633- 


88- 


•7P 


222633- 


89- 


8P 


222633 


-90- 


■IP 


222633- 


91- 


2P 


222633- 


92- 


3P 


222633- 


-94- 


-5P 


222633- 


95- 


6P 


222633- 


96- 


7P 


222633- 


-97- 


■8P 


222633- 


98- 


9P 


222633- 


-99- 


OP 


222634- 


-00- 


•6P 


222634- 


01- 


■7P 


222634- 


02- 


8P 


222634- 


-03- 


•9P 


222634- 


04- 


OP 


222634- 


05- 


•IP 


222634- 


-06- 


■2P 


222634- 


07- 


3P 


222634- 


08- 


4P 


222634- 


-09- 


■5P 


222634- 


10- 


■8P 


222634- 


•11- 


•9P 


222634- 


-12- 


•OP 


222634- 


13- 


■IP 


222634- 


■14- 


2P 


222634- 


-15- 


■3P 


222634- 


16- 


•4P 


222634- 


■17- 


5P 


222634- 


-18- 


•6P 


222634- 


19- 


•7P 


222634- 


■20- 


•OP 


222634- 


-21- 


•IP 


222634- 


22- 


•2P 


222634- 


•23- 


3P 


222634- 


-24- 


•4P 


222634- 


25- 


SP 


222634- 


26- 


6P 


222634- 


-28- 


•BP 


222634- 


29- 


•9P 


222634- 


■30- 


•2P 


222634- 


-31- 


•3P 


222634- 


32-4P 


222634- 


33- 


5P 


222634- 


-34- 


6P 


222634- 


35- 


•7P 


222634- 


36- 


8P 


222634- 


-37- 


■9P 


222634- 


38- 


OP 


222634- 


39- 


■IP 


222634- 


-40- 


•4P 


222634- 


41- 


•5P 


222634- 


42- 


6P 


222634- 


-43- 


■7P 


222634- 


70- 


OP 















RL: RCT (Reactant); SPN (Synthetic preparation » ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of tricyclic triazolobenzazepine derivs. as prodrugs for 
antiallergic agents) 
RN 170990-14-4 CAPLUS 

CN 1H-1, 2, 3-Triazole-5-carboxylic acid, 4- (4, 5-dimethoxy-2-nitrobenzoyl) -1- 
( <4-methoxyphenyl)methyl)-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 166601-84-3 CAPLUS 

CN lH-l,2,3-Triazole-4-carboxylic acid, 5- ( 4-tnethoxy-5- (1-methylethoxy) -2- 
nitrobenzoyl)-l-[ (4-methoxyphenyl) methyl]-, ethyl ester (9CI) (CA INDEX 
NAME) 




RN 166601-85-4 CAPLUS 

CN 1H-1 , 2, 3-Triazole-5-carboxylic acid, 4- ( 2-amino-4-raethoxy-5- ( 1- 

methylethoxy) benzoyl) -1- [( 4-methoxyphenyl )methyl)-, ethyl ester (9CI) 

(CA 

INDEX NAME) 



RN 170990-15-5 CAPLUS 

CN 1H-1,2, 3-Triazole-4-carboxylic acid, 5- ( 4, S-dimethoxy-2-nitrobenzoyl) -1- 
[ (4-methoxyphenyl) methyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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NH2 




RN 222633-74-1 CAPLUS 

CN 1H-1, 2, 3-Triazole-4-carboxylic acid, 5- (3, 4-dimethoxybenzoyl) ethyl 
ester (9CI) (CA INDEX NAME ) 
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222633-76-3 CAPLUS 

lH-l,2,3-Triazole-S-carboxylic acid, 4-<3, 4-dimethoxybenzoyl) -l-( (4- 
methoxyphenyl) methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




OMe 



w // 



C~ OEt 



RN 222633-75-2 CAPLUS 

CN 1H-1,2, 3-Triozole-4-carboxylic acid, 5- (3, 4-dimethoxybenzoyl) -1- [< 4- 
methoxyphenyDmethyl]-, ethyl ester (9CI) (CA INDEX NAME) 



RN 222633-77-4 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 

5- (3, 4-dimethoxybenzoyl) -2- 12-methyl- 

l-l I (1-methylethoxy) carbonyl) oxy] propyl] -, 

NAME) 



i-PrO-C-0 



ethyl ester (9CI) (CA INDEX 



i-Pr-CH^/'V 





M 222633-7B-5 CAPLUS 

H 2H-1,2, 3-Triazole-4-carboxylic acid, 
- (4, 5-dimethoxy-2-nitrobenzoyl) -2~[2- 

methyl-1- [ ( (1-methylethoxy) carbonyl] oxy] propyl ] - 

INDEX NAME) 



ethyl ester (9CI) (CA 
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(Continued) 




RN 222633-79-6 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4 , S-dimethoxy-2-nitrobenzoyl ) -2- 
l ( (ethoxycarbonyDoxy)methyl)-, ethyl ester (9CI) (CA INDEX NAME) 
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N02 



(Continued) 



fi 

i-BuO- C- O— CH2 

\ 



OEt ' 



222633-82-1 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-araino-4, 5-dimethoxybenzoyl) -2- 
I t ( (2-methylpropoxy) carbonyl] oxy]methyl) -, ethyl ester (9CI) (CA INDEX 
NAME) 



EtO- C-0-CH 2 ^ 




i-Bu0-C-O-CH 2 ^ 




RN 222633-80-9 CAPLUS 

CN 2H-l,2,3-Tria2ole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
I [ (ethoxycarbonyl)oxy]methyl)-, ethyl ester (9CI) (CA INDEX NAME) 



222633-83-2 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
[ [ [ (hexyloxy) carbonyl] oxy]methylJ -, ethyl ester (9CI) (CA INDEX NAME) 



EtO- C-0-CH2^ 




Me- (CH 2 ) 5-O- C-0-CH2^ 




RN 222633-81-0 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
([{ (2-methylpropoxy) carbonyl loxy]methyl]-, ethyl ester (9CI) (CA INDEX 
NAME) 



222633-84-3 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl ) -2- 
[(( (hexyloxy) carbonyl] oxy] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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1-PrO- C-O— CH2^ 




222633-85-4 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 2- [ [ (butoxycarbonyl) oxy] methyl] - 
(4,5-dimethoxy-2-nitrobenzoyl)-, ethyl ester (9CI) (CA INDEX NAME) 



RN 222633-88-7 CAPLUS 

CN 2H-l,2,3-Triazole-2,4-dicarboxylic acid, 
5- {4, 5-dimethoxy-2-nitrobenzoyl)- 

, 4-ethyl 2-<l-methylethyl) ester (9CI) (CA INDEX NAME) 



n-BuO-C-O— CH2 





22 2 63 3- 86- 5 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- <2-amino-4, 5-dimethoxybenzoyl ) -2- 
[[ (butoxycarbonyl) oxy] methyl]-, ethyl ester (9CI) (CA INDEX NAME) 



222633-89-8 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl ) -2 
[[[ (l-methylethoxy)carbonyl] oxy] methyl]-, ethyl ester (9CI) (CA INDEX 




n-BuO- C-O— CH2^ 



222633-87-6 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2 
[[1 (l-methylethoxy)carbonyl] oxy] methyl)-, ethyl ester (9CI) (CA INDEX 
NAME) 




i-Pr0-C-O~CH 2 



RN 222633-90-1 CAPLUS 

CN 2H-l,2,3-Triazole-2,4-dicarboxylic acid, 
5- (2-amino-4, 5-dimethoxybenzoyl ) - 

, 4-ethyl 2- ( 1-methylethyl ) ester (9CI) (CA INDEX NAME) 
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NH2 



i-PrO-C^ / 



C-OEt I 



RN 222633-91-2 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 2- 1 (benzoyloxy) methyl ) -5- (4, 5- 
dimethoxy-2-nitrobenzoyl)-, ethyl ester (9CI) (CA INDEX NAME) 




Me- (CH 2 )io-C-0—CH2 / 



RN 222633-95-6 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2 
[ [ (l-oxododecyl)oxyjmethyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222633-92-3 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
l (benzoyloxy) methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222633-96-7 CAPLUS 

CN 2H-1,2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl ) -2 
[[ (1-oxohexadecyl) oxy) methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222633-94-5 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 5- (4, 5-diroethoxy-2-nitrobenzoyl) -2- 
[( (l-oxododecyDoxy)methylJ-, ethyl ester (9CI) (CA INDEX NAME) 




Me- (CH 2 ) i4-C-0-CH 2 ^ 



RN 222633-97-8 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl ) -2 
[( (1-oxohexadecyl) oxy]methyl] ethyl ester (9CI) (CA INDEX NAME) 
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Me- (CH 2 )14-C-0~CH2 



222633-98-9 CAPLUS 

2H-l,2 f 3-Triazole-4-carboxylic acid, 2-1 (4-chloro-l-oxobutoxy) methyl} -5- 
(4, 5-dimethoxy-2-nitrobenzoyl) -, ethyl eater (9CI) (CA INDEX NAME) 




222634-01-7 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) - 
[ [ (4-nitrobenzoyl)oxy]methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222633-99-0 CAPLUS 

CN 2H-1 , 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
I(4-chlorO-l-oxobutoxy)methyl] ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-00-6 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-diraethoxy-2-nitrobenzoyl) -2- 
({ <4-nitrobenzoyl)oxy)methyl]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-02-8 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 2- (chloromethyl > -5- (4, 5-dimethoxy-2- 
nitrobenzoyl) -, ethyl ester <9CI) (CA INDEX NAME) 



NO 2 



C1CH 2 . 




RN 222634-03-9 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
( chloromethyl}-, ethyl ester (9CI) (CA INDEX NAME) 



C1CH2, 
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RN 222634-04-0 CAPLUS 

CN 2H-1.2, 3-Triazole-4-carboxylic acid, 
2- (l-chloroethyl>-5- (4, 5-dimethoxy-2- 

nitrobenzoyl)-, ethyl ester <9CI) {CA INDEX NAME) 




RN 222634-05-1 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
5- (2-amino-4, 5-dimethoxybenzoyl) -2- (1- 

chloroethyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-06-2 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-diraethoxy-2-nitrobenzoyl) -2- 
[([ (4-methoxyphenyl) acetyl 1 oxy] methyl ] -, ethyl ester (9CI) (CA INDEX 
NAME) 




RN 222634-07-3 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- <2-amino-4, 5-dimethoxybenzoyl) -2- 
([[ (4-methoxyphenyl) acetyl ) oxyjmethyl ] -, ethyl ester (9CI) (CA INDEX 
NAME) 



L4 ANSWER 3 OF 5 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 222634-08-4 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
( I ( (4-methoxyphenoxy)carbonyl]oxy}methyl)-, ethyl ester (9CI) (CA INDEX 
NAME) 




RN 222634-09-5 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl ) -2- 
1 1 1 { (2- (dimethylamino) ethyl] amino) carbonyl J oxy] methyl] -, ethyl ester 

(9CI) 

(CA INDEX NAME) 




RN 222634-10-B CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl ) -2- 
( ( I ( (2- (dimethyl amino) ethyl] amino] carbonyl] oxy] methyl)-, ethyl ester 

(9CI) 

(CA INDEX NAME ) 
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Me 2 N- CH 2 ~ CH 2 ~ NH- C~ Q- CH 2 ^ 



RN 222634-11-9 CAPLUS 

CN 2H-1,2, 3-Triazole-4-carboxylic acid, 

2- ( [ (diethoxyphosphinyl)oxy] methyl] -5- 

(4,5-dimethoxy-2-nitrobenzoyl)-, ethyl ester (SCI) 




Et 

I 




<CA INDEX NAME ) 



RN 222634-14-2 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 

5- ( 4, S-dimethoxy-2-nitrobenzoyl ) -2- ( 1- 

1 1 (1-ethylpropoxy) carbonyl) oxy) propyl] -, 

NAME) 



ethyl eater (9CI) <CA INDEX 



EtO- P-0-CH 2 ^ 
OEt 



N0 2 
)Et 1 




222634-12-0 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
I [ (dicthoxyphosphinyl) oxy]methyl)-, ethyl eater (9CI) (CA INDEX NAME) 



N 222634-15-3 CAPLUS 

N 2H-1,2, 3-Triazole-4-carboxylic acid, 
- (2-amino-4, 5-dimethoxybenzoyl > -2- [ 1- 

( ( (1-ethylpropoxy) carbonyl ) oxy) propyl ] - 

NAME) 



ethyl eater (9CI) (CA INDEX 




EtO- P- O- CH 2 



RN 222634-13-1 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- (1- 

( (lH-imidazol-l-ylcarbonyl)oxy)propyl) - 

NAME) 




ethyl ester (9CI) (CA INDEX 



N 222634-16-4 CAPLUS 

H 2H-l,2,3-Triazole-4-carboxylic acid, 
- (2-amino-4 , 5-dimethoxybenzoyl > -2- {2- 

methyl-l-t [ ( 1-methylethoxy) carbonyl J oxy) propyl ) - 

INDEX NAME) 



ethyl ester (9CI) (CA 
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i-Pr-CH^ / N , 




222634-17-5 CAPLUS 

2H-1.2, 3-Triazole-4-carboxylic acid, 2-[ (acetyloxy) methyl ] -5- (4, 5- 
dimethoxy-2-nitrobenzoyl)-, ethyl ester (9CI) (CA INDEX NAME ) 



L4 ANSWER 3 OF 5 CAPLUS COPYRIGHT 2006 ACS on STN 
N0 2 

e 

i-Pr-c-o-cH 2 



(Continued) 




222634-20-0 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl ) -2- 
{ (2-methyl-l-oxopropoxy)methyl]-, ethyl ester <9CI) (CA INDEX NAME) 




i-Pr-C-0-CH 2 ^ 




RN 222634-18-6 CAPLUS 

CN 2H-1.2, 3-Triazole-4-carboxylic acid, 

2- [ (acetyloxy) methyl) -5- (2-amino-4, 5- 

dimethoxybenzoyl)-, ethyl ester (9CI) (CA INDEX NAME) 



222634-21-1 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
{ (1-oxobutoxy) methyl ] -, ethyl ester (9CI) (CA INDEX NAME) 




n-Pr-C-0-CH 2 




222634-19-7 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
f (2-methyl-l-oxopropoxy)methyl)-, ethyl ester (9CI) (CA INDEX NAME) 



222634-22-2 CAPLUS 

2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
[ (l-oxobutoxy)methyl]-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 222634-23-3 CAPLUS 
CN Pentanedioic acid, 

[4- (4, 5-dimethoxy-2-nitrobenzoyl) -5- (ethoxycarbonyl) -2H- 

1, 2, 3-triazol-2-yl]methyl phenylmethyl ester (9CI) (CA INDEX NAME) 




RN 222634-24-4 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
2- [ [ (cyclohexylcarbonyl) oxyJmethylJ-5- 

(4, 5-dimethoxy-2-nitrobenzoyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-25-5 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
5- (4, 5-dimethoxy-2-nitrobenzoyl)-2- (1- 

ethyl-l-methoxypropyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-26-6 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
5- (2-amino-4, 5-dimethoxybenzoyl ) -2- < 1- 

ethyl-l-methoxypropyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-28-B CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
5- (4, 5-diraethoxy-2-nitrobenzoyl) -2- (1- 

ethoxy-l-propylbutyl)-, ethyl ester (9CI) (CA INDEX NAME) 



OEt N02 

\ | °Me 

C-OEt I 
j| OMe 

O 

RN 222634-29-9 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 
5- (2-amino-4, 5-dimethoxybenzoyl ) -2- (1- 

ethoxy-l-propylbutyl)-, ethyl ester (9CI) (CA INDEX NAME) 
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RN 222634-30-2 CAPLUS 

CN 2H-1,2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
(ethoxymethyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-31-3 CAPLUS 

CN 2H-l,2,3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl) -2- 
(ethoxymethyl)-, ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-32-4 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 
( (l-methylethoxy)methyl}-, ethyl ester (9CI) (CA INDEX NAME) 



N02 



i-PrO~CH2. 
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RN 222634-33-5 CAPLUS 

CN 2H-1,2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4, 5-dimethoxybenzoyl ) -2- 
( (l-methylethoxy)methyl] ethyl ester (9CI) (CA INDEX NAME) 




RN 222634-34-6 CAPLUS 

CN 2H-1,2, 3-Triazole-4-carboxylic acid, 
5- (4, 5-dimethoxy-2-nitrobenzoyl ) -2- [ 1- 

[ <lH-imida2ol-l-ylcarbonyl)oxy)-2-methylpropyl]-, ethyl ester (9CI) (CA 

INDEX NAME) 




RN 222634-35-7 CAPLUS 

CN 2H-1,2, 3-Triazole-4-carboxylic acid, 
5- (4, 5-dimethoxy-2-nitrobenzoyl) -2- 11- 

( ( [2-ethoxy-l- (ethoxyraethyl)ethoxy)carbonyl)oxy) -2-methylpropyl} -, ethyl 

ester (9CI) (CA INDEX NAME) 



EtO- CH2 O 
I II 




O 



RN 222634-36-B CAPLUS 

CN 2H-1, 2, 3-Triazole-4~carboxylic acid, 
5- (2-amino-4, 5-dimethoxybenzoyl ) -2- { 1- 

[ ( (2-ethcxy-l- (ethoxymethyl)ethoxy)carbonyl)oxy) -2-methylpropyl) -, ethyl 

ester (9CI) (CA INDEX NAME) 
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EtO- CH 2 O 

EtO- CH 2 ~ CH- O- C- O 

i-Pr-CH_ / 
N 




RN 222634-37-9 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 

5- (4, 5-dimethoxy-2-nitrobenzoyl)-2- [1- 

(1-methylethyl) -3-oxo-2, 4, 7, 10-tetraoxaundec-l-yl] - 

(CA INDEX NAME) 



ethyl eater (9CI) 



MeO~ CH2 - CH 2 - O- CH 2 ~ CH2~ O- C- O 



i-Pr- CH / 




RN 222634-38-0 CAPLUS 

CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 

5- (2-amino-4, 5-dimethoxybenzoyl) -2- [ 1- 

(l-methylethyl)-3-oxo-2, 4, 7, 10-tetraoxaundec-l-yl)-, ethyl eater OCX) 

(CA INDEX NAME) 



MeO- CH 2 - CH2~ O- CH2~ CH2~ 0~ C~ O 




222634-39-1 CAPLUS 
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2H-l,2,3-Triazole-4-carboxylic acid, 2- [1- [ ( [2-ethoxy-l- 
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EtO- CH2 O 

I I! 

EtO- CH 2 -CH-0-C-0 

i-Pr-CH^ / 
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CN 2H-1, 2, 3-Triazole-4-carboxylic acid, 5- (2-amino-4-methoxy-5- ( 1- 

methylethoxy) benzoyl) -2- ( 1- [ [ {2-ethoxy-l- (ethoxymethyl ) ethoxy} carbonyl ) oxy 
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EtO-CH2 O 
I 11 
EtO- CH2~ CH-O-C- 
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2H-1, 2,3-Triazole-4-carboxylic acid, 5-(4-methoxy-5- ( 1-methylethoxy) -2- 
nitrobenzoyl)-2- [2-methyl-l- [ [ (1-methylethoxy) carbonyl} oxy} propyl} 

1 

eater (9CI) (CA INDEX NAME) 
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RN 222634-43-7 CAPLUS 

CN 2H-1 , 2, 3-Triazole-4-carboxylic acid, 5- {2-amino-4-methoxy-5- (1- 

methylethoxy) benzoyl] -2- l2-methyl-l-( [ (1-methylethoxy) carbonyl] oxy] propyl} - 
, ethyl eater (9CI) (CA INDEX NAME) 



i-PrO- C-0 
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CN 1H-1, 2,3-Triazole-4-carboxylic acid, 5- < 4, 5-dimethoxy-2-nitrobenzoyl ) - 
ethyl eater (9CI) (CA INDEX NAME) 
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protecting group; Rl, R2, and R3 represent each hydrogen, hydroxy, 
substituted Cl-4 alkyl, substituted C2-12 alkenyl, substituted C1-12 
alkoxy or substituted amino] are prepared I are useful in the treatment 
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delayed allergic reaction in rats, vs. 20% inhibition by sodium 
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R2 Rl O 




r60 2 C 



CH2 y p — OMe 



AB The title compds. [I; Z - CO, (un) substituted CH2, S(0)n (wherein n - 
0-2), CCNOR6) (wherein R6 - H, alkyl); R » H, alkyl, phenylalkyl, a 
triazole-protective group; R1-R5 - H, halo, cyano, N02, thiol, CHO, 
(un) substituted Ph, alkyl, phenylalkyl, alkenyl, alkoxy, PhO, alkenyloxy, 
alkylthio, C(:NOH), NH2, etc.} are prepared Thus, addition of Et 

propiolate to 

2-nitrobenzaldehyde in the presence of di i s op ropyl amine and BuLi in THF 

at 

-70* and cycloaddn. of the resulting Et 4-hydroxy-4- (2-nitrophenyl) - 
2-butynoate with 4-methoxybenzyl azide in toluene at 100* followed 
by Swern oxidation using oxalyl chloride and DMSO in the presence of 
Et3N in 

CH2C12 at -78* gave a triazole derivative (II; R6 » Et, R7 = N02) and 
its regioisomer. Saponification of this triazole derivative with a 
mixture of 1 N aqueous 

NaOH and THF and acidification with HC1 followed by catalytic 
hydrogenation over 10% Pd-C in Me OH gave II <R6 = H, R7 = NH2) which was 
cyclized by treatment with Me3CNH2, 2-f luoro-l-methylpyridinium 
p-toluenesulfonate, and 3, 4-dihydro-2H-pyrido 1 1, 2-a] pyrimidin-2-one in 
CH2C12 under ice-cooling followed by deprotection with CF3C02H in anisole 
to give the title compound I (Z - CO, R - H, R1-R5 » H) (III). Ill and 



I (Z 



- CO, R - H, Rl = R2 - R4 » R5 - H, R3 - (E) -CH : CHC02Me ) showed IC50 of 

and 2.6 nM, resp., for inhibiting the 2, 4-dinitrophenyl-Ascaris protein 
(DNP-As) -induced release of histamine in rat immunized with anti-DNP-As 
serum. A tablet and capsule formulation containing I (Z = CO, R = H, Rl 

■ R4 - R5 ■ H, R3 - Me) were prepared 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(intermediate for preparation of triazolobenzazepine and 
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